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[0 0 5 4] (ffil ) 

A ; N. N-^-n-7 , Pb%-2- [5-^PP-2 

- (2 -^ct^l'X h*ris) y *x;u] x^;i/T^> • 

B ; N, N-^-n-7*Pb%-3 - [5-^PP-2 

- ( 2 -7x^;bx y ^nbVUT^> 

C ; N. N-i/-n-7'Pt>-4- [5-^PP-2 



D ; N. N-^-n-7 , Pf;l/-2- [4-^PP-2 



E ; N, N-v J -n-^Pfil/-2- [5 -r/P*- 2 



F ; N, N-i/-n-7'Pt'Jl/-3- [S-7**:-2 



40 



G;N. N-^-n - :/a tVU- 2 - [ 5 -y)l*V- 

H ; N, N-i/-n-7 , PfJb-2 - [3-7WP- 
2- (2-7x^HKi/) 7 ^x;U] x^il^T 5 > 



I ; N, N-^-n-7 p Dt>-2- [4-^ 

3- (2 -7x^;bx h + v') ?xx;U] x^;UT5> 



J ; N, N-i^-n -/PtVl/- 3- [4 h+i'- 
3- (2-7xx;bxI>^» :7xx;U] 7*Df;I/7^ 

K ; N. N-^-n-^Pt>-2- [4-yh^>- 
3- (3-7*xjl/7*P^» x^Jl/7^ 
> • ^^i&iM 

L ; N. N-^-n -7'PfJl/- 2 - [4-fc KU + :> 
-3- (2-7^ji/iK-» 7^jH x^-;ut 5 

50 M ; N, N-^-n-^PfcVl/-2- [4-M b**s- 



(8) 



6-329535 
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[ 0 0 4 8 ] SC t I ] <Dit&»<D&&im£ bXW¥& 

mm** 6 3M an •*> c »-rn*>— o©sijff$-es> s . c n © 

t tVU-fe;l/P-x, --}<y b'— ;Ut'p y F> 

OHfiS mi 2 3«EB*SI»5SrJea3e-*-** 

ft) *Ml^Ci)!>itt5. 

[0049] 7 x s >^(*©ia^a 

«. Jsfe\*}fiRr*»&ro. 01-100mg («□ 

[005 0] HT. ^KW^Ptf [ I ] ©{bl^BS© 

[U-fe:7*-l&£3U*] **-Jfiittt9:? h 

£/§C>fc. [*H] SaSW>Kibt->i'vU-fe^ 
-Ktt<+) [ J H] 3-PPP [3 - (3-tKP + 



14 



•fe:/*-et« (-) [ 3 h] *;i>ey F*-en-e*iffli,» 
fc. [' h ] am y K%fflt»fc«f^si6«, 

fiM olecular Pharmacology , 
I3 2t, ®7 7 2I (1 987¥) . Journa 

1 of Pharmacy and Pharmac 
o 1 ogy, 93 2*. SS8 2 0M (1 9 8 7?) (CfB 
ttSflfcfclT ( 1 ) - (2 ) (Dfim-Ctf-otc. 

[0 05 1 ] (1) ( + ) [ j H] 3-PPPS^:7 
;htfU:QtUMM. (+) t'H] 3-PPPfe 
.fcCflflKH*. 5 0 mM h "J Xig&«l?ffi& ( p H 8 . 
0) 2 1*C"C9 0^iaJSlE?#fc. 

[0 05 2] (2) (-) [ 3 H] X;l<tfy h'tite : * 
r j^^J: 0 t#fcM*So a D. ( - ) [ 3 H ] XJVf y K 

fcj: wii?r. 5 o mM h y xmrnmn®. ( p H 7 . 
7) cp. 3 7-cti oftMRfcZittc. &im.smj 
tf?*-? j )i>$- (gf/b) icvgsmML. mm 

xmmotc. 1 0 mM ( + ) 3 - PPP. 10mM 
(-) 9-ry'V Mf&TX-Kfo2i*tctZ<Dl(g-£;Z. ^ 
tl?tl ( + ) [ 3 H] 3-PPP, (-) [ 3 H] *;Uf 

zmmmte&t l?c -m&no [' h ] mm f 

iiitt** Afc!SIMI*±K ( 1 ) ~ ( 2 ) ©*frt?E 

n©^«r5o%sp$ij-r^«^©?m (ic„)* 

[0 05 3] 

[*1] 



3- [ 
;U] x 
N ; N 
3- [ 
JU] x 
O ; N 

3- [ 

P ; N 

4- ( 

• is a 
Q ; N 
2- ( 

• is* 
R ; N 
2- ( 

> • is 
S ; N 
2- ( 

> • ^ 
T ; N 
2- ( 
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2- (4-7WD7^Jl/) Xh^>] ^^X 

. N-^-n-^Dt'Jb^- [4 h+V- 
2- (3-^DD7x^) xh + ->] ^^x 

, N-^-n-7'nt'Jl/-2- [A-MV^is- 
2 - (4-^ xx;l,) x h=^>] ^ ^x 

^> • 

, N-^-n-7 , Pt';l/-2- [3-^h^>- 
2-7x^;l/xK^) y ^x;b] x^r$> 10 

, N-^-n-7'Dt';b-2- 
2-7x^l/xf«^) ?*x;l/] 



, N-> ; -n-7 , Pt>-2 - [3-^F^>- 
3 -7 *L~)\,7'u#*rU) ?xx;b] x^;l/T^ 

20 

. N-y-n-7'Pt'Jb-2 - [ 5 h+V- 



U ; N. N-y-n-7'Pt>-2- [4-^h^:>- 
2- (2-7x^xh + ^) 7 xx;U] xW5> 

V ; N. N-^-n-7'Pf;l/-2- [2-^h^>- 
4- (2-7x^x^^» ? xx;l/] x^;UT ^ > 

[0 0 5 5 ] (&2) V AXV-JWOmtt, Eur op 30 
ean Journal of Pha rmaco log * 



(10) ^13^6-3 2 9 53 5 

18 

* y. ^15 5#. ^3451 (1 98 8*?) KfEigSft 
[0 05 6] &m.M2 

[ (+) skfioo47 m&migft Mictt-? z>ftmt 
moms') 
( i ) mvamm 

*mmci%&{k&®)i % j*jj:cxq«. -en^tio. o 

0 1, 0. 0 1, 0. 1 mg/kgZMntk^-LtCo us 
H\t 1 OmgO&timM* 1 m 1 01^^*^**1/ 
KCCigjBU *ffi6S*r*3|RL0. lmg/kgCC 
U C©«iff*:JBl>JgK:0. 0 1fc<fc?l>'0. OOlmg 
/k*Cc£HA^r#*lU HHtt£Ufc <^** 1 
0 g *>/c 0 0 . 1ml o *¥&m%Z>it&fa A 

fei^'M^^-Mt ^ti^ftO. 0 3, 0. 1, 
0. 3, 1. 0, 3. 0, 10. Omg/k 

(+) SKF 1 0047«30mg/kg^lDS4U 

[0 05 7 ] ( 2 ) SOttr & 

4-5iIffe©fc<D*ttJBLfc. tt^telSf 1 0E£L 

BS:24xn. 5xi2cm) KAn, 3fc#8#»iM 

SKF 1 0 0 4 7^1/, *0 1 0»i^6 5»StC 
4 0^ramisltfitO^r2r (82ME8) *HMflfiU E 
D 2S ffi (mg/kg) *S«*:3i3K:5*Lfc. 
[0 05 8 ] 
[*2] 



^□7 




0 


JESS fcrfrlA 


1 




2 








3 




4 




5 





[0 059] 
C*3 3 





E D 2 5© <m Q / k g ) 


A 

i 

j 

Q 

y a * y — ;i/ 


0.235 
0.0 0 0 8 
0.0 0 2 6 3 
0.0017 
3 7.0 



so [0060] <a 1) 
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A ; N, N-zs-n-y'a - 2 - [ 5 - £ a a - 2 

I ; N, N-^-n-^Pt'Jl/- 2 - [4 h*^>- 
3- (2-7x^Jl/xKi/) 7*^)1] x^;l/T^> 

J ; N, N-^-n-ypfJl/ - 3 - [4-^F^>- 
3- (2-7i^xHi/) 7xXjl/] ypb'Jl/T 5: 
> • zs^. OWM. 

Q ; N, N-^-n-7'D t: ;l/ - 2 - [3--* h=^>- 

2- (2-7xXjl/x^i/) 7xxj[/] xf;b7^ > 

(a 2) yA*!/-ii/«r^py **tJ**fl8BLfc. 

[0 0 6 1 ] 

5 - t/P-t- 2 - (2-7*^xh^» ^>X7Jl/ 
fk F©«jfi 

'J ^T^fc F6 6. 0 2gr£N. N- 
^^I/*;^7 5 F2 6 0 m 1 CcftJBU JSfckKM* 
yjAl 13. 3 5 gri (2-^U^rX^) ^>Hf> 
111. 71ml *»T3 8«H0a*P0fc. 

U 5-^-2 - (2-7x^xh^^) 
7^ft F8 2. 6 2 sr£f#/c e 
m. p. 7 9 — 8 0°C e 

3- :7;M-p-2- (2-7xx;i/xh^» OX7 
;l/ft F 

NMR (CDC 1 j) d (p pm) : 3. 1 3 (2 
H. t. J=6. 8Hz), 4. 50 (2H. d t , J 
= 1, 9, 6. 8Hz), 7. 06 (1H, m) , 7. 
21-7. 37 (6H, m), 7. 57 (1H, m) . 
10. 12 ( 1 H, d, J =0. 9Hz) 
MS m/e ; (M* ) 2 2 4 C 
[0 06 3] 3-^h+^>-2- (2 -7x^xFt 
Sx) ^OXTJl'ft F 

NMR (DMSO) S (ppm) ; 3. 05 (2H. 

t, J = 7. 5 Hz ) . 3. 87 (3H. s ) , 4. 3 

8 (2H. t, J = 7. 5Hz) 

7. 12-7. 39 (8H. m) . 9. 99 (1H, 

s) 

MS m/e ; 2 5 6 (M*) 0 

[0 064] 5-^F**>-2- (2 -7x^xK 

^>X7^ft F 
NMR (CDC 1 3 ) 5 (ppm) ; 3. 13 (2 



-329535 
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H, t, J = 6. 7Hz) . 3. 79 (3H. s) , 
4. 26 (2H, t, J = 6. 7Hz ) . 6. 91 (1 
H, d. J = 9. 2Hz), 7. 10 ( 1 H, d d, J 
= 3. 3, 9. 2Hz), 7. 20-7. 38 (6H. 
m) . 10. 3 9 ( 1 H, s) 
MS m/e ; 2 5 6 (M*) . 

4-^ h^rzs- 2 - (2-7xx;bxKS/)^>X7 
ibft F 

NMR (CDC 1,) a (ppm) ; 3. 15 (2 
10 H, t, J=6. 7 Hz) . 3. 84 (3 H, s) , 
4. 26 (2H. t, J = 6. 7Hz). 6. 41 (1 
H, d, J=2. 2Hz). 6. 53 (1H. dd. J 
= 2. 2. 8. 7Hz). 7. 21-7. 38(5H. 
m) . 7. 80 (1H. d. J =8. 7Hz), 10. 
2 8 ( 1 H. s ) 
MS m/e ; 2 5 6 (M*) « 
[0 06 5] 2-^h^>'-4- (2-7xXjl,xFt 
is) -^VXr^ft: F 

NMR (CDC 1 j ) 5 (ppm) ; 3. 12 (2 
20 H. t. J =7. 0Hz), 3. 8 8 (3H, s). 
4. 24 (2H. t. J = 7. 0Hz). 6. 43 (1 
H. d. J=2. 2Hz). 6. 53 ( 1 H, dd. J 
= 2. 2. 8. 7Hz ) 

7. 2 2-7. 3 9 (5H. m) . 7. 79 ( 1 H. 
d. J = 8. 7Hz). 10. 2 8 ( 1 H, s) 
MS m/e ; 2 5 6 (M*) . 
[0 06 6] 4-^h+^-3 - (2 -7*~)l>x. 
is) ^>X7^ft F 

NMR (CDC 1 3 ) 5 (ppm) ; 3. 18 (2 
30 H. t. J =7. 5Hz), 3. 95 (3 H, s). 
4. 2 8 (2 H. t. J = 7. 5Hz), 6. 96(1 
H. d. J =8. 5 Hz) . 7. 18-7. 35(5 
H. m) , 7. 4 0 ( 1 H. d. J = 1 . 5 Hz ) . 
7. 4 5 ( 1 H. d d. J = 1 . 5. 8. 5 Hz ) , 
9. 8 3 ( 1 H. s ) 
MS m/e ; 2 5 6 (NT) . 

[0 0 6 7 ] 3-^h*V-4- (2-7xXjl,xF^ 
S/) ^>X7^ft F 

NMR (CDC 1 j ) 8 (ppm) ;3. 20(2 
40 H, t, J=7. 5Hz). 3. 94 (3H. s) , 
4. 30 (2H. t. J = 7. 5Hz). 6. 96 (1 
H. d. J=8. 7Hz), 7. 21-7. 38 (5 
H. m) , 7. 40-7. 45 (2H, m) . 9. 86 
(1H, s) 

MS m/e ; 2 5 6 (M f ) 

4 3 - (2-7xXjl/Xh^'»«^ 
>X7;bfk F 

m. p. 7 1-72. 5°C (^f V7*Ot^x-7*M 
50 [0 0 6 8 ] RJSWI2 




(12) 
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5-^nn-2- (2 -7x^;bx h*is) ^>X7^ 
ft F©«jS 

5-^PPt'jW7Jl/ft F5 sSrT-fe F~ h yjl/3 

oomiKigjgu ^ wt#y ^a/t;^^ (4>tt) 

(2:3)41. 48 gt (2 - ^P^xf^) 'O-te* 
>17. 4 5ml«i, iST6 3WffL/ Co ? 

BES*U/c 0 ^iS^v'U^y^^^A^^v f^? ^ 

- (mm®m ; n — **it> : mm^^^= 10: n 

CCcfcOfflUa. -fy^at;i/x-f;i/*>e>fflBgi, 5 10 
-^nn-2- (2-7x^xK'» oXTJbf 
t F 5 . 58g *f#fc. 
m. p. 7 3-74'C. 
[OO6 9]§!lj§0»3 

5 -y)l*U- 2 - {2-7x^l/xF + y)^>i/;l/ 

5-y)V^W^V^J\yM4. 9 9 g£M£^-;l/3 Om 
ljg«M2ml *Jjn*> 1 8B$r^tt^SiSL/c e 

V3E#m&Ltc 0 N. N-5»*JMOU 20 

AT 5 F5 0m 1 CCjgJBU (2 -t/n^x^l,) -<> 
■if>16. 5 4 m U V V A 1 6 . 73g?: 

r«»Sft»a, i*5Siv ny^ASi, SKIS, ssg 
4»ETB*Ufc. »t*f h7tFP77>5 0ml 
KSJBU MT^by^ATi^x^Al . 15 
gr^^fiToJjpA/Co HCC*»T 1 «fIB«»«, 
«*3»tt< tt4*rttH»W^ F y A#«jR*«Tl, 

/Co KUu^H^«asg^tt««sa£b. »ts« 30 

>-Tth>=20 : 1-10 : 1) fc#U 
*P - 2 - (2-7xx;bxh^y) 'OS/JUTJUa — 
;U7. 0 7 g*mtc 0 
[0 0 7 0 ] NMR (CDC 1 3 ) S(ppm) ; 

2. 20 (1H, t, J = 6. 3Hz, exchangeable w 
ith ftO) , 3. 08 (2H, t , J = 6. 8Hz), 
4. 18 (2H. t, J = 6. 8Hz), 4. 53(2 
H, d, J =6. 3 Hz ) , 6. 75 < 1 H. dd. J 

= 5. 0, 10. 0Hz). 6. 83-7. 00 (2 40 
H, m) , 7. 1 9-7. 3 8 (5H, m) 
MS m/e : 24 6 (M* ) „ 

[0071] »t6-rsa*«»*fl3c^ jiiztmmicL 

4-^PP-2 - (2 -:7*xj1,x F3^>) ^>^7 

NMR (CDC 1 3 ) <J (ppm) ; 2. 03(1 
H, t. J=7. 0 Hz, exchangeable with D^O) , 

3. 1 1 (2H, t, J = 7. 0Hz) ,4.21(2 

H. t, J=7. 0Hz), 4. 53 (2H, d, J= 50 




#13^6-3 29 53 5 
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7. OH z ) , 6. 8 3 ( 1 H, d, J = 1 . 5 H 
z), 6. 89 (1H, dd, J = l. 5, 9. 5H 
z), 7. 15 (1H, d, J = 9. 5Hz), 7. 2 
0-7. 4 0 (5H, m) 

MS m/e ; 26 4 (M* + 2) , 2 62 (M + ) . 
[0 07 2 ] WtM4 

5 -yu*:- 2 - (2-7iXjHKy) 

a 7 5 *»T«ffLtt3W&±SBr»)fc 
5 -^n^r- 2 - (2-7^x;l/xh+y) ^>X7Jl/ 
fb F 1 . 67g©f-h7bKP77>M20ml^ 

F "J *A***SWLtt#6j!iniL #X<D#££cD 

*«**BEB*ufc. »f h7t kp77> 

1 0m 1 *5<t^**y^;b*X*U 5r^h'J75 K2 

■c2 0B$ras»b/c 0 «m««Ea£%. mmzmsi* 
f y ^Atfas^, »«*wEa*o^. m&*r 

58 2gil8-^7^>-6 -x-r;l/0. 123g 

■J»)A^M«liail/c e »x^-Jl/3 0m 
1 4 6SCE*lt4b^F y>A*»iSl 0 m 1 5 

ji/c«iu u **«t«^ f y ^ Ar<w»«***a* 

U 5-^P^:-2- (2-7*^Xh + y) ? * x 

)mm\. 4 7g*»fc. 

[0 0 7 3 ] NMR (DMSO) S(ppm) ;2. 
99 (2H, t, J =7. 5Hz), 3. 47 (2H, 
s), 4. 25 (2H, t, J =7. 5Hz). 6. 9 
3(1H, d, J = 1 0. 0Hz), 7. 13-7. 4 
1 (7H, m), 12. 20 (1H, brs, exchange 
able with D^O) 

MS m/e;3 3 6 (M* + 2), 2 74 (M f ) e 
[0 07 4] Stfiffl 1 -2 rf»6tl^t^Hl<:HjkM4 

5 - ^u;U-2 - (2-7x^x^y) :7xxjUft 
St 

NMR (DMSO) (ppm) ; 2. 99 (2H, 
t, J = 7. 0Hz) ,3.48 (2H, s) . 4. 1 
5 (2H, t, J = 7.0 Hz) , 6. 9 9 ( 1 H, 
d, J=10. 0Hz), 7. 15-7. 40(7H, 
m), 10. 30 (1H, brs, exchangeable with 
DfcO) 

MS m/e;292 (M f + 2), 290 (M*). 



# 



(13) 
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[0 0 7 5] 3 -7)V*Vl-2 ~ (2 -7x^l/Xht 
m. p. 74-75'C 
HtFr) 

3 h^>- 2 - (2-7x^;bx h^v) 7xxjU 



m. p. 8 8 — 8 9°C 

5 (2 -7x^;bx h*^) 7^Jl/ 

ft® 

m. P. 56. 5-57. 5 °C 
matFr ) 

4--*h*S'-2- (2 -7x^;bx h=^>) 7x^1/ 



m. p. 1 0 7-1 0 8*C 

H#T) 20 
2 (2-7x^l/Xh^» 7*xi 

ft® 

NMR (CDC 1 j ) Mppdi) ; 3. 10(2 
H, t. J =6. 8Hz), 3. 59 (2H. s ) , 
3.79 (3H. s) . 4. 1 7 (2H, t , J =6. 
8Hz), 6. 42-6. 47 (2H, m) . 7. 06 

(1H. d. J=9. 5Hz). 7. 18-7. 37 

(5H, m) , 

MS m/e ; 2 8 6 (M* ) 

4 h4^>- 3 - (2-7*^;l/Xh^» 7xx;i, 30 



m. p. 8 8 — 8 9°C 

3-yK'>-4- (2-7xx;HF^^) 7xx;U 



m. p. 9 7- 1 0 0 # C 

4-"*>t/X'**5/-3- (2-7x^xF^» y 40 
m. p. 1 1 0-1 1 2°C 

i*mt* b y $ A*^£&®®ttK-<r & c t cc<t o 

HtFr) o 

[0 07 6] 'Oi'frTtox-fr (SjSW3K:fE 

*8) MmfcLT. *a^bO»6H»K:l¥i>, TB©ffc 

b-7Jl*a- 2 - (2 -7xiJl/X h + ^) 



50 



-329535 
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m. p. 9 9-1 0 1°C 



(7k®{b^ h y •> A*^£*s®®ttccT£ c i ted: o 

Halfr ) 

4-^PO-2 - (2-7xx;l/i^'» ^x^;Uft 
m. p. 102. 5-104. 5 Q C 

ft«> . 

[0 07 7 ] t«ig0!l5 

3- [5-^n^-2- (2-7xx;bx b*ris) 7* 

ffiRSWST, ^x^;l/*^*-/»Kx^;U9. 1 m 1 £ 
f h7tFP77>60mHCigSl, *»Tf h ^ t: 
FO77>30ml(C@il/c*y^A- t -^h + -> 
K3. 8 7 5gai, 4 0frmMftUtc o EBfttett 
CC5-^n^-2- (2-7*x;l/xh+'»^>X7 
Jl/^fc: K7 gOfF7t h'P77>20ml S?&£»n 

»«u ttntv)*, *^«#ci!fe»». 

WPWttTCcycOHjeiCflBfflLfc. ±iB£l£%£ft®x 
^l/3 0m 1 CCRKU — ®{bS£0. 5 5g4*D*> 
**fBfcTSftr 3 6 mmtm L ft. -BMba£*-fe^ 

y^A*«JK4 0m 1 , -rf*-/-;^ 0 m 1 teefctf 
y**t>5 0m 1 *flOA. 3B$RM»¥Ufc. 
ffiS5fea, ^**fc»»U aMfflRrBMSfcU ft® 
x^r»ffi-r£c<fcfc:«fcD. fifrytf)3- [5-^n^e 
-2- (2-7xx;l/Xh^i/) 7x~;l/] 7'Dtt> 
12. 88 g£f#/c e 

[0 0 7 8 ] NMR (DMSO) Mppm) ;2. 
35 (2H, t. J =7. 5Hz). 2. 70 (2H, 
t, J = 7. 5Hz), 3. 03 (2H, t. J=6. 
3Hz), 4. 18 (2H, t. J = 6. 3Hz), 
6. 88-7. 38 (8H. m) . 12. 09 ( 1 H, 
br s, exchangeable with C^O) 
MS m/e ; 3 5 0 (M* + 2) , 3 48 (M + ) 0 

[0 07 9] 5-7u*:-2- (2-7xx;UK 
is) -OXT^f't F<Dttt>9K:3--rf h*f-2- 

(2 -7xx;bxF^y) OXT^ft KSfctt4 - 
* b*Zs-3 - (2 -7xx;bxF + -» ^>X7^f 
fcF*«C», ±B<!;KI«CCbT, «TO{b^^rf#/c 0 
3- [3-yh^>-2- (2-7xXjl/xh^» 7 
xx;H 7'Dft>g 

NMR (DMSO) S (ppm) ; 2. 35 (2H. 
t, J = 7. 5Hz), 2, 67 (2H, t, J=7. 
5Hz), 3. 00 (2H, t, J = 6. 3Hz). 

3. 7 5 (3H. s ) 

4. 13 (2H, t, J = 6. 3Hz). 6. 71- 
6. 98 (3H. m) . 7. 17-7. 25 (5H. 



(14) 
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m). 12. 04 (1H, brs, exchangeable with 
D 2 0) 

MS m/e ; 30 0 (M* ) 

3- [4 - ^ h+e> - 3 - (2-7i^xh^i/) y 
^Db^yim. p. 77. 5-78. 5°C 
(n — h;Ux>i:0H*£ H ^) . 

[0080] mmme 

N, N-^-n -7'DO-2 - [3-^h+^>-2- 
(2-7x^xh+^) :7*x;b] x^7^>«S 

3-yh+f-2- (2-7^jHFti/) 7*x;l/ 
KK1. 53gC0h^x>7. 5m 1 tptcmt?*-^ 
0. 8ml£flDx., 9 0 e Cr3B$ri«»L/c o SflSK* 
^T««U WCX h^x> 10ml *tt\Z., *K#T8! 
SlW^^-n-^dt^Tr^l. 7 0g?:«T 
U Wc^ar— *«#Lfc. JRlCiKtt*, 

7t KD77>10ml(Di^WC 4 _hfE8lif CD:r h 20 
7tFD77>3mlM^ iai^T«Tl/c 0 H 

=M/=3 : 1) iCttLtc. 5 ^> a >tei&JET 

X*^-^ V^Db'^x-fiHcrfl^l, N, N — 
i>- n-7*Db';l/- 2 - [ 3 h*V~2- (2-7 30 
xx;ux h+f ) y x^7^> • £&i£l. 

1 5 g *f#fc. 

m. p. 1 0 5-1 07°C o 

[0 08 1 ] »jST4lii»B**Et^ ±SE4RI«CCL 

tC 0 ) B 

N, N-^-n-7'Db;b-2- [4-^h+^>-3- 
(2-7j:xjl/Xh+^) 7^^;l/] x^;bT ^ > ♦ > 

40 

m. p. 8 0-8 1 °C (x-^;UJ:»3W»fl) 
N, - 2 - [3 b*is-2 - 

(2 -7x^xF+^) 7x^Jb] X^Jl/7 5 > • ^> 

m. p. 1 3 5-1 3 7°C (x*-/-^J: OfflftB) 
N, N-^-n-7'Ob>-2 - [5 h*f-2 - 
(2-7xx;l/Xh^i/) 7*^1/] xW$>-S 

m. p. 9 2-9 3°C (ftSx^;W Wfe B B ) 

N, N-^-n-7 , Pb%-2 - [3-^K^>-4- 50 
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(2 -7x^xF^^) y xx;l/] x^;l/7S > • > 

m. p. 1 0 8-1 1 0*C (-f V^P/V-WW 
MS) 

N, N-^-n-7'Pb , il/-2 - [2 h*is-4- 
(2-7*xji/xF^t/) 7*x;H x^;br 5 > - > 

m. p. 1 3 2-1 3 3°C (SSIx^;l/J:DS*SS) 
N, N-y-n-^Pb'Jl/^ - [4 -J h^>-2- 
(2 -7x^-;bx h+>0 y x^;l/T^> • ^> 

m. p. 1 3 7-1 3 8°C (^V^PnV-;l/<tO» 

N, N-^-n-^Pb>-3- [4-^P^>-3- 
(2-7*x^xh+>') 7*xjH ^Pb%7S>- 

m. p. 8 3-8 4"C (ft»x^;l/J:DiWSfi) 
N, N-y-n-^Pb^-3- [4-^F+y-3- 
(2-7xx;bxF+V) 7xx;H :/n fc: JUT ^ > • 

m. p. 1 0 4-1 0 5°C 

N, N-^-n-7'Pb>-3 - [3-^h+^>-2- 
(2-7xx;i/Xh^>» y*~)\,] 7'Pb;l/7;>- 

m. p. 1 1 4-1 1 5*C (ftKx^Jl/iDSfiS) 
N, N-^-n -y'Xi t\>I/- 2 - [ 3 — ^os/jutf*^ 
-4-^ h^xxjl/] x^;l/7 5> • ^*2KflS 
m. p. 1 2 6-1 2 7°C (x^^-;l/<fc OSISfi) 
N, N-^-n -7'Pb'Jl/-2 - [2 -'OS^U**!/ 
- 3 h+^xXXO x^JUT 5> • t^^^^fi 
m. p. 1 2 4-1 2 6°C (x^y-;Ucfc0»JfeS) 
N, N-^-n -7*0 bVl/-2 - [ 4 -- OS^I/**^ 
-3- (2-7^;l/X|^^» 7xx;u] x^;UT S 

m. p. 96-98 e C (Sffix^bJ; DSSS) • 
[0 08 2] »£ffl7 

N, N-^-n -7"nb , ;i/-2 - [5-^n^e-2- 
(2 -7x^l/xF+y) 7x^H x^;l/TS>—> 

*MU^^A7;hx^ao. i84firCc^h^tF 

P77>10ml £ftlx., MT5-^P^:-2- (2 
-7xx;bxF^»7xX«il. 4 7 gfc^tff" 
F7tKn77>»iSl5ml41lDi, 2Bfiffl«ffO 

7 1 h7bFP77>10ml <t-v*1f^^;l/*^^y ? 
^hy7$F2mltc8»U tt^*^l/0. 48m 
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n-7*Pb^7$>l 1. 3mll:te, 2 68^^ 

*V>-mWlx?)l>=5 : 1) K:<fe»)flHH«. f#6n/c 
i*R««CC5/*^M0. 045 g?:fc -fV^V 
-Jl/*>61WSfiU N. N-^-7'Db:>-2- [5- 
t/P-t- 2 - (2-7x^;I/X h*^) 7 ^ x;V] x^ 10 
;l/T S > • >^ ^iSS2 OOmg 
m. p. 1 6 0-1 6 1 °C 0 

[0 08 3 ]»l£-r4HJ»»ll*fflC^ ±EiBI««:u 

N, N-^-:7"Pb'Jl/-2 - (2 — 5 

m. p. 16 1. 5-16 3 e C (x^y-W^M 
A) . 

[0 0 8 4] iUHfis 

N, N - i> - n - ^"n b*;l/ - 3 - [ 5 -^n^- 2 - 20 
(2 -7 xXjbx V Vx—fr] y'U t')lT 5 > • 

5"* 

3- [5-^D^-2- (2-7x^;l/XF+i/) 7* 
-;H^nM>KL 2 1 6 g^>-fe , >2 0m He 
iBJBU tttffc**~JH. 2 m 1 4Jn* 2 0 #flnJ&®SS 
L/c 0 «Jff&«ES£& 3«a*^>-e> lOmlM 
il, y-n-7*Pt>7^3ml *Sn*, 2B$|H« 

V ArttflM»»j»ftjgBESi*Ofe. ifB^S^T* h ^ b 30 
FP^^>2 0 m 1 &C?gft?U #7>-f F7tFP7 
7>BttlMf h7bFD77>»«9. 2ml^ft] 

*«*«be«su ««4 0mi 
iv»ium»kufc. mm^m^imit±v v 

A^P7F^7^ (JRNI8MI: n — 
x*;l/ = 10:1) fCj:or«Hfi, ^^Btl 18m 
g£Jj[]x.> Sixf;^6BM B B 0 U, N, N-^-n- 40 
7'Dt';l/-3- [ 5 -7 r D^- 2 - (2-7x^;HF 
y *x;b] 7*PtVI/7S> • ^SttflfiS 1 6 m 

m. p. 1 04-1 05°C o 
[0 08 5 ] 3- [ 5 2 ~ (2 -7 

7x^;H 7nV*>m<DRt>K)l f cStjfc'r2>m 

[0 08 6] N. N-i/-n-7Pb , ;l/- 2 - [5-7 50 
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JM-a-2- (2-7*xjl/Xh+V) 7x^] 

;ut $ > • 

m. p. 8 5-8 6'C ( h^x><J;O»^ H B 0 ) 
N, N-^-n-7'Pt'Jb- 2 - [4-^PP-2- 
(2-7x-;HF + ^) 7 *x;U] x^;l/T^>-tS 

m. p. 9 3-94°C (ftMx^Jl/J: OWttfi) 
N, N-i/-n-7'Pt';l/-2 - [3-7WP-2- 
(2-7x^xF+'» 7xXJl/] x^7^>-> 

m. p. 1 37-1 38 , CU*/-W0»» 

A) o 

[0 08 7 ] $«§#]9 

N, N-^-n -7'P b*;U- 3 - [5-^PP-2- 
(2 -7xi;H h^is) 7*x;U] t"Jl/T 5 > • 
^ 

(1) 3 - [5-^PP-2 - (2-7x^xF + 
*✓) 7x^1/] ^P^'y— JKDRjfi 
7^=*>fi«fc*. ^m^*^ftKx^8. 3 6 
gCDf- h ^b FU77>1 0 0ml ?§i&&C, *^Tt^7 
y^7A t-^h*S^F3. 4 9sr£Jjn*., |IJS~e 1 B$ 

( 2 - 7 x x;l/X F ^>X7^f t K 5 . 40g 
©fh7tFP77>30mliS^iSTL, PJfiT 1 

*3 0ml*J]Dx/dl it»x^;I/r«lUL, fcS*9S& 
v^^i/^At«fl *ETS«S*U ¥15 -*P 
p-2- (2-7x^F + i/) trJ&Mx.f-frl 
1. 5 6g*»fc. c<D{b^«5«cntLhfi»#Ttc^ 
<DKJ£frCttfl3Lfc. ffl5-^PP-2 - (2-7^x;l/ 
ih^) ^SBx^Hl. 3 9 g©H^x^;U8 
0ml WcrHta^S 7 Omg*lS$^ *JR« 
5B*|H9BfLfc. -fe^-Y f«5if£, i&ffi 
TS*U f!3- [ 5 -^PP-2 - (2 -7x^x 
h^^) 7xx;H T'Pf^Sx^HO. 76gl: 

[008 8]ffl3- [5-^PP-2- (2-7*x;V 
H>f»7x^l/]7 , Pft>8x^H0. 76g 
CDf* h7t FP77>100ml »««:*JR^ty 
7;^x-)Al, 8 4gWKJ0i, imjanBSiffl 

A^P7h^77^- (JiigaiS*® ; ftBxW-n-^ 
= 1 : 9) KtfU 3- [5-^PP-2 - (2 
xx;vx h^>) 7xx;l/] ^p/^y-;U3. 3 1 

[0 08 9] NMR (CDC 1 3 ) ^(ppm) ; 
1. 59-1. 82 (2H, m) 
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1. 67 ( 1 H, brs, exchangeable with Q,0) , 

2. 60 (2H, t, J = 7. 5Hz). 3. 09(2 
H. t. J =6. 5Hz> . 3. 55 (2H. t. J = 
6. 0Hz ) , 4. 17 (2H, t, J = 6. 5H 
z), 6. 7 4 (1 H, d, J = 1 0. OHz), 7. 

02- 7. 15 (2H, m) . 7. 20-7. 40 (5 
H. m) 

MS m/e;2 9 2 (M + + 2), 290 (MO. 
[0 09 0] (2) N, t';l/- 3 - 

[5-^PD-2 - (2-7x^-Jl/Xh^^) V 10 

;u] y'u \i)ir 5 > • is**>W&<DWm 

3- [5-^DD-2- (2-7x^xF^» 

*U hU7 3 K5m 1 Ofh^t FP77>25m 
1 SjRtC. *»T^tft^;l/ 1 . 2 2ml *fln*. 4 S 
S^2B$Pi^0/t o (lOOml)ta 

tt, ffl«x5M,rfflffif& 7fec2HL fiSft«v^7j<T4 
*ga*tlL ffl4-^PD-2- (3-^an^nf;l/) 

-1- {2-7x^;l/XF^>') ^>3. 21g^ 20 

[0 09 l]ffl4-^PO-2 - 
;l/) - 1 - (2-7*^Jl/Xh^» <>if>604m 
g^C^^ntVUT 5 >5m 1 ^rttl^, 12 0 e Cr3 9B$ 

*1f> = 1:5) KtfU N. N-i/-n-7*ak>- 30 
3- [ 5 - ^uu- 2 - (2-7x^l/xK>» ? * 

[0 09 2] N. N-J/-n-7'Pb>-3 - [5-^ 
pa- 2- (2-7xx^xKi/) ? x^Jb] 7'a f 
;UT^>0. 5 0gOx^y-;H0mliS»C'>a^ 
Ml 2 Omg0x^/-;l/5m 1 i&&%lM%., ffiRTFffi 

«9*u fien/cis^six^^fflc^B^ 

U N, [5-^DP-2 

• ^*£K*3 8 0mg«|/c o 40 
m. p. 1 0 0-1 0 2°C e 
[0 09 3] 8 jfiffl 1 0 

N, N-^-n -7*Pt , Jl/-4- [5-^PP-2- 
(2-7xxji/xF+v) y*~)i>] ;/^;uy$>-^ 

(1) 4- [5-^PP-2- (2-7xXjbxF + 

ffl4-^PP-2 - (3 -zaay'at'Ji) - l - (2 
-7xx;l/xh^» <^>-tz> 1 . 6 2gOTthxh 
y;l/2 0m l»i/7>^y)A6 8 1 mgW^ 50 
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18-^7-)>-6 138mg^JjD^, 1 1 

smote. *et*»9*u »6hw»a»tc 

SA-CieSMk *ET**9*U f!4- [5-^pp 

- 2 - (2-7xx;l/xKi/) 7x.^;l] 7?u~Y 

y ;n . 55g £f#fc e c tt c ft«±««ttr 

[0 094]fl4- [5-^PP-2 - (2-?*-^ 
xh+-» 7*xjH ^PxhyjH, 53g©x^ 
y-;H 5m 1^20% (w/v) *Kft*y^A 
7tag$> 15ml £»DA, 1 7 ^rsmmM^Ltc 0 MET 
x*>>-jI/*9Slft. flt*«*RJt«*«ttK:ttSar 
fiSTU Slx^WifflL/c fl «t*«Wvy*t/->A 
METS^a*L, fi4- [5-^PP-2 

- (2-7i-;l/ih+2/) 7x^]B»l. 41 g 

[0095]ffl4- [5-^PP-2 - (2-7x^ 
xh^) 7*^I/]BB1. 38gQf F7bFP7 
7>20m 1 |gp}RtC*»T**{fc y ?")A7J^x^A 
2 4 6mg?:lJIIx„ leJfiT 3 0 #HI«#Ofc. ***** 
£L&< &&£-C2 5%7>*~7*£Jjnx.. h 

- mm&M; stixw-n — **i7->= 1 : 8) tc 

ttU 4 - [5-^PP-2- (2-7xx;bx h + 
V) 7xx;H :/£y-;b0. 8 6g?:f#fc e 
[0 0 9 6 ] NMR (CDC 1 3 ) Mppm) ; 
1. 4 0 (1H, s, exchangeable with D,0). 
1. 47-1. 6 8 (4H, m) , 2. 54 (2H, 
m) . 3. 10 (2 H. t, J =6. 5Hz), 3. 5 
9 (2H, m), 4. 15 (2H, t. J =6. 5H 
z) , 6. 71 (1 H, d, J = 10. OHz), 7. 
01-7. 15 (2H, m). 7. 18-7. 40 (5 
H, m) 

MS m/e ; 3 0 6 (M' + 2 ) , 3 0 4 (M + ) . 
[0 0 9 7] (2) N. N-^-n-7 , Pt%>4- 
[5-^PP-2 - (2-7 J x^xK>') 

4- [5-^PP-2 - (2-7xx;l/xK'» 7 * 

y v 2 h y 7 5 K 4 m 1 <D"r h7t FP75>2 0m 1 

mfcfcm§~rmt**~)\'0. 3 1 m 1 ^jra*., wmx 

2\%mMftl>tc 0 J5tfci&££* ( 1 0 0m 1 ) «C*tt % 

*8L f!4-^PP-2 - (4-^PP^^JU) - 1 - 
(2-7xx;bxh+^) ^>^>0 . 9 1 g^#/c 0 
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[0 0 9 8 ] fI4 - 
-1- (2-7x^bxF^» ^>-fe*>0. 9 1grCC 
P-n-^PW 5 > 1 0m 1 £JJ0;L. 120°Cr3 
8B#Ra8t*$U/c 0 *{b^^u>r*R«. ttsavJr* 
*j <fc cf tafnft*s*-c w^Sfe» u . j&fcvm*?*isVJ* 

;U-n-^+1f>= 1 : 6) KttU N. N-v-n - 
^Pt'Jl/-4- [5-^PD-2 - (2-7x^Jbx h 
*$/):7*xjl,] ^Jl/7$>1. 0 7gr£t#fc o N, 
N- v - n -y'Ut)l-4 - t 5 - ^dU- 2 - (2- 
7x^HF + '>) 7x^H W75>1. 07g 
©x*y>-;H Om 1 SStCS/A^BH 2 3mg©xj? 

»»*»»x^;l/«r«l>miSftL. N. N-^-n- 
[5-^PP-2 - (2-7x^;l/Xh 
**>) ^Jl/7 5> ■ 4 21mg 

m. p. 8 0 — 8 2°C 0 
[009 9 ] Hfiffl 1 1 

N. N-^-n -7'Dt'Jb-2 - [5-^PP-2- 
(2-7x^xF^» x^;UT = > > 

N. N-^-n-7'Pt%-2 - (2 — OS^l/**^ 
-5-^PP7xXJl/) iW7$> • Zs*V%$i&2. 

*rc+#LA,<t mil 4NM*&ku fi&fnft&Tk 

9A/*-#>2 0 0mg%llW., «»T*«SB»a*l 

CCDSIitSrN, N-^y^*;l/A7 5 F2 0 m ICC* 
ML. 2 -:/P^rx^;l^>Hf>3. OOgWffRB 
*U*A2 ifitl0l)?U/c o J5l£«tf^ 

M» MM. W3ET*«B*U «»tJ/>l*WH'P7 
-f - (JSHSffi; y^aa^ : r-fe h> = 
20:1-5:1) fcttbtc. BffJ? ^ *f 3 
t>, xif^-Jl/CCSJWa, i/a-)il00mga^ 

rt>J:9?WSIiU N, N-^-n-7'Pt'Jl/-2 - [5 
-i?PP - 2 - (2-7i-;l/iF + i/) y xx;l>] x 
^JUT 5 > • *>**BNfiO. 2 4g^i/c. 
■m. p. 1 6 6-1 6 7 e C 0 

[oiooi ttjfrrsttiwimtfflt>* *ft#jcc±iE<t 



10 



20 
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[0101] N, N-^-n-7'Dt';l/-2 - [4--* 
h + [2- (4-7WP7xx;l/) 

V] 7*x;U] x^;l/-T^>«Kffi 
m. p. 1 1 4-1 1 6°C <ft»x*jW: SWISS) 
N. N-y-n-7'afJl/-2- [4-^h*^-3- 
[2- (3-^PP7xX« xh + V] >»^x;l/] x 

m. p. 7 9 — 8 O'C (J V^Pt>x-fW?)B 



N, N-t^- 
[2- (4- 
x^7^ 
m. p . 1 
N. N-^- 
(3-7*- 

m. p . 1 
N, N-^- 
(3 

m. p . 8 
A) c 
[0102] 
N. N-t>- 

(2 -y*z 



-n -^Pf;l/- 2 - [4-^h^>-3- 
h^>7*x;l,) xh^^] 7xx;l/] 

10-lirC <*Blx^;bJ:OIWSa) 
-n-7 , Pt*Jl/-2 - [ 3 h 2 - 

i;U>fU3j<+^) y*~)]/] x^;vr^> • 

13-1 14°C (IMIi^WOSM) 
-n -7'Pt^ - 2 - [4-^h*^-3- 
^7*Dd<+V) y xW7^> ■ 

2-8 3 °C (-YV^O^-/-JbJ:0WIS 

«£M 1 2 

-n-7'Pt^-2- [4-^h*^-3- 
:;l/xK^) 7*xjH x^;ur^ > • % 



(1) 2- [4-^h^>-3- (2-7*xjUxh* 

30 -3- ( 2 -7x^.Jbx h *$✓) 7x^7^ hxF'j 
;l/3. 6 0g<h*f{te^thy^Al. OOgO-r 
7tFP77>15mlISi§W«:, 
K2. 0 4ml*SW*T*TU Etc 1 BSnftffitiK* L 
/Co JSJSiK*SS* TJ^ipa, 7K 1 . 0 0 m 1 <hig±S^ 

4 . oomi sjirwbt o . i B#ra»n^®^ u/c 0 

hyjARft SBfiU a««tCi8SKl. 6 5ml £ 

40 -JUJ:>m*&JIU 2- [4--* h*5/-3- (2-7 
*x;l/X h*>0 7*x;l/] x^JUT S> • &®tf&2. 
6 1 g*mtc 0 

m. p. 1 1 4-1 1 5°C„ 
[0103] (2) N, N->>- n-7*Pt>- 2 - 
[4-^h*^-3- (2 - 7xx;bxKy) 

2- [4 3 - (2-7xx;l/xF^>» 7 

*x;b] x.^7^>-t»tt2. 52g, 
U^A2. 85 gWOn-M^PtVH . 73g«: 
50 N, N-^W^A7^F10mlW40 B CCl 
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N, N-y-n-7*Df;I/-2- [4--*h+f-3- 

8tt&2. 4 1 s*»fc. 
m. p. 9 9-10 0°C o 

c o i o 4 ] m&m i 3 io 

N, N-y-n-7'at>-2 - [4-fc Fn*5/-3 

N, N-^-n-7'nt , ;l/-2 - [4--o^u^+^> 
-3- (2-7x^xF^» x^;UT5 
>-JSBtf&6. 5 0 5 m 1 <!: 1 N?J<B! 

ft^ F 'J 2 A*igfiK2 1 m 1 CDjg^*CCSn^2 O^fiUSt 

^y-Jl/6 0mHCM^ 5%*»ft^^A/;*7 20 
-tf*>2 0 0mg£Jjn;i, tBt^T/kSRSSttJ* 3 BSBMt o 
/c. ftttK*a!HU ^ffiT*&®*S*L/c e mm*WtWl 
i^;l/6 0mHcSiU 4N*ffc*3R/M«:t*;M8 
*5. 2 0mim «^««B*K:J:«3«tHJU^: 
*Sa*»Bli^^<fcDI»SaL/, N, N-^-n-^n 
- 2 - [4-tFP*^-3 - (2-7xx;H^ 
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/c„ 

m. P. 1 24-1 25U 
[0105] UttffJ 1 

N, N-^-n-7'Dt>-2 - [4-^h*>'-3- 
(2 -7 x-Jl/X h^>) ^^x;l/] xW;>-« 
Btttl 0 at. AS 5 5 0 g, b ^o^i/f>7'>3 0 
0&, W^+^f^a-^^^AlOOg 

[oio6] mmM2 

N. N-^-n-7'Pt^-2 - [3-^h*^-2- 

iSlOg, 7>xHjl,59 0 gfc<i:O'F^PP^ 
t^^VS 8 0 gr«r<fc<iB£U Cfttc 1 0 %<Dfc K u 
*ix:7'nfcVlHz;l/a-;*7k^2 0 0 gfcttl;*., JSBL 

[0107] HS6WI3 

N, N-^-n-7'nf;l/-3 - [4-^h^>-3- 

Jt^&O. 5mg t «HBPJ2 5mg*jJ:iyMthy') 
Al lmfir*ai*»*B*2ml(c«»Ofca, ®& 
U i$^:2ml7>7M^ WAl/fcf& SHU 



(51)Int.Cl. 5 f&S'JfB-^ /rrt$§S#-sf F I SJB^iijBf 

A 6 1 K 31A35 A E D 9454- 4C 

// C 0 7 C 217/56 7457- 4H 



C72)a?8# in a a (72)*w# M\u mm 

jiw*aAR«ffl3TB24»i-» aiem mjf£tpaAEi6ffl3TS24gri^ *jem 



